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GAXCO031 cell based affinity test for humanized antibodies
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Figure 7A
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50007 Cell based Binding Affinity on KATO Il
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Figure 8B
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Cell based binding affinity on SNU620 cells

& Ab15
-8~ Ab10
N\~ Ab17
- IMB362

&
N
_— 2 - o “‘\\\\\\\\\
0 i — 2 \““wﬁg}\“\mﬁm

10* 102 10" 10° 10' 102 103
Abs Conc. (nM)

Ab15 | Ab10 @ Ab17 | IMB362
EC50 | 5.317 | 5538 | 10.79 | ~ 7537

Figure 8C

13/40



WO 2021/259304 PCT/CN2021/101713

AbIS-VHNINVLZ, 200 pg/mL CLON1E. 2-biothy; 1:1 binding

Figure 9A

AB15-VHIXVLNL 200 pg/ml CLDN18.2-bioting 1:1 binding

Figure 9B

14/40



WO 2021/259304 PCT/CN2021/101713

Abl0-VHNIxVLNT; 200 pg/mi CLDN18.2-biotiny; 1:1 binding

Figure 9C

Ah10-VH3xVLNI; 200 pg/mb CLDN18.2-biotin; 1:1 binding

Figure 9D
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Ab17-VHSxVLN1; 200 ug/ml CLDN18.2-biotin; 1:1 binding
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Kinetics Immobilized Analyte 1  [Kinetics Chi? kd
Entry . . ka (1/Ms) KD (M)
model ligand Solution (RU?) (1/s)
200ug/ml Ab15- 3.72E-|7.07E-
1 | 1:1 binding 5.03E-01 |5.26E+05
CLDN18.2-biotin VH3xVLN1 07 13
o 200ug/ml Ab15- 5.35E-|9.40E-
2 | 1:1 binding 6.19E-01 |5.69E+05
CLDN18.2-biotin VHN1xVL2 06 12
o 200ug/ml Ab10- 7.57E-|1.39E-
3 | 1:1 binding 6.03E-01 |5.47E+05
CLDN18.2-biotin | VHN1xVLN1 05 10
o 200ug/ml Ab10- 2.16E-|4.41E-
4 | 1:1 binding 3.48E-01 |4.89E+05
CLDN18.2-biotin VH3xVLN1 04 10
o 200ug/ml Ab17- 2.42E-|4.60E-
5 |1:1 binding o 1.47E-01 |5.26E+05
CLDN18.2-biotin VH5xVLN1 04 10
o 200ug/ml Ab17- 2.09E- | 4.95E-
6 |1:1binding o 1.03E-01 [4.23E+05
CLDN18.2-biotin VH1xVLN1 04 10
Figure 9G
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GAXC031, 2000/well, 120h
Samples ID. Max inhibition% | 1C50 (nM)
hlgG1-ve-MMAE 63.94 -
Ab15-chimeric-ve-MMAE 96.89 0.20
Ab15-VH3xVLN1-vc-MMAE 97.28 0.25
Ab15-VHN1xVL2-ve-MMAE 97.11 0.25
Ab10-chimeric-ve-MMAE 97.49 0.36
Ab10-VHN1xVLN1-vc-MMAE 97.28 0.41
Ab10-VH3xVLN1-vc-MMAE 97.05 0.46
Ab17-chimeric-vc-MMAE 96.69 0.58
Ab17-VH5xVLN1-vc-MMAE 96.39 0.51
Ab17-VH1xVLN1-vc-MMAE 96.47 0.53

Figure 10F
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in vivo ADC efficacy assay on GAXCO031 cells

2500
-8— G1 Vehicle (PBS)
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;; ------- s G3 IMAB362-ve-mmaf, 1mg/kg
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o W G7 Ab10-vc-mmaf, 3mg/kg
E s00 e
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20

Days post administration

Figure 12A
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Figure 12B
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Group 1 Vehicle (PBS),10ulL/g i.v., DO,D14
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Figure 12C

Group 2 IgG-vc-mmaf,3mg/kg i.v., D0,D14
3000-

Tumor volume (mm3)

0 10 20 30 40
Days after the start of treatment

Figure 12D
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Group 3 IMAB362-vc-mmaf,1img/kg i.v., D0,D14
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Figure 12E
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Group 4 IMAB362-vc-mmaf,3mg/kg i.v., D0,D14
3000+

0’1\

£

£ 2000

2 /S

§ & $
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[e) & \\f o

= 1000- v,
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0 10 20 30 40
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Figure 12F

Group 5 IMAB362-vc-mmaf,10mg/kg i.v., D0,D14
3000-

Tumor volume (mm3)

0 10 20 30 40
Days after the start of treatment

Figure 12G
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Group 6 Ab10-vc-mmaf,1img/kg i.v., D0,D14
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Group 7 Ab10-vc-mmaf,3mg/kg i.v., D0,D14
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Figure 121

30/40



WO 2021/259304

Group 8 Ab10-vc-mmaf,10mg/kg i.v., D0,D14

3000+

20001

1000+

Tumor volume (mm3)

0

Days after the start of treatment
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Figure 12J
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Tumor volume [mm’)

Group 1, vehicle control i.v.

000 -

20

Figure 13C

Group 2, Ab15-VH3xVLN1-VC-MMAE,3mg/kg i.v.
3000-

2000+

1000+
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0 10 20 30
Days after the start of treatment

Figure 13D
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Group 3, Ab15-VHN1xVL2-VC-MMAE,3mg/kg i.v.
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Figure 13E

Group 4, Ab10-VH-N1xVL-N1-VC-MMAE,3mg/kg i.v.
3000+
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Tumor volume (mm3)

0 10 20 30
Days after the start of treatment

Figure 13F
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Group 5, Ab10-VH3xVL1-VC-MMAE,3mg/kg i.v.
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Figure 13G

Group 6, Ab17-VH5xVL-N1-VC-MMAE,3mg/kg i.v.
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Figure 13H

37/40



WO 2021/259304 PCT/CN2021/101713

Group 7, Ab17-VH1xVL-N1-VC-MMAE,3mg/kg i.v.
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Figure 13l

Group 8, Ab10-chimeric-VC-MMAE,3mg/kg i.v.
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Figure 13J
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Group 9, Ab15-chimeric-VC-MMAE,3mg/kg i.v.
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Figure 13K

Group 10, Ab17-chimeric-VC-MMAE,3mg/kg i.v.
3000+
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Tumor volume (mm?)

Days after the start of treatment

Figure 13L
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